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Connecting via Winsock to STN 



Welcome to STN International! Enter x:x 

LOGINID : SSPTAJRK162 6 

PASSWORD: 

TERMINAL (ENTER 1, 2, 3, OR ?):2 



r * * 


★ * 


* * 


★ * 


* Welcome to STN International ********** 


NEWS 


1 






Web Page URLs for STN Seminar Schedule - N. America 


NEWS 


2 






"Ask CAS" for self-help around the clock 


NEWS 


3 


DEC 


05 


CASREACT (R) - Over 10 million reactions available 


NEWS 


4 


DEC 


14 


2006 MeSH terms loaded in MEDLINE/LMEDLINE 


NEWS 


5 


DEC 


14 


2006 MeSH terms loaded for MEDLINE file segment of TOXCENTER 


NEWS 


6 


DEC 


14 


CA/CAplus to be enhanced with updated IPC codes 


NEWS 


7 


DEC 


21 


IPC search and display fields enhanced in CA/CAplus with the 










IPC reform 


NEWS 


8 


DEC 


23 


New IPC8 SEARCH, DISPLAY, and SELECT fields in US PAT FULL/ 










US PAT 2 


NEWS 


9 


JAN 


13 


IPC 8 searching in IFIPAT, IFIUDB, and IFICDB 


NEWS 


10 


JAN 


13 


New IPC 8 SEARCH, DISPLAY, and SELECT enhancements added to 










INPADOC 


NEWS 


11 


JAN 


17 


Pre- 1988 INPI data added to MARPAT 


NEWS 


12 


JAN 


17 


IPC 8 in the WPI family of databases including WPIFV 


NEWS 


13 


JAN 


30 


Saved answer limit increased 


NEWS 


14 


JAN 


31 


Monthly current-awareness alert (SDI) frequency 










added to TULSA 


NEWS 


15 


FEB 


21 


STN AnaVist, Version 1.1, lets you share your STN AnaVist 










visualization results 


NEWS 


16 


FEB 


22 


Status of current WO (PCT) information on STN 


NEWS 


17 


FEB 


22 


The IPC thesaurus added to additional patent databases on STN 


NEWS 


18 


FEB 


22 


Updates in EPFULL ; IPC 8 enhancements added 


NEWS 


19 


FEB 


27 


New STN AnaVist pricing effective March 1, 2006 


NEWS 


20 


FEB 


28 


MEDLINE/LMEDLINE reload improves functionality 


NEWS 


21 


FEB 


28 


TOXCENTER reloaded with enhancements 


NEWS 


22 


FEB 


28 


REGISTRY/ ZREGISTRY enhanced with more experimental spectral 










property data 


NEWS 


23 


MAR 


01 


INSPEC reloaded and enhanced 



NEWS EXPRESS 



FEBRUARY 15 CURRENT VERSION FOR WINDOWS IS V8.01a, 
CURRENT MACINTOSH VERSION IS V6.0c(ENG) AND V6.0Jc(JP), 
AND CURRENT DISCOVER FILE IS DATED 19 DECEMBER 2005. 
V8.0 AND V8.01 USERS CAN OBTAIN THE UPGRADE TO V8 . 01a AT 
http : //download. cas .org/express/v8 . 0-Discover/ 



NEWS HOURS STN Operating Hours Plus Help Desk Availability 

NEWS INTER General Internet Information 

NEWS LOGIN Welcome Banner and News Items 

NEWS PHONE Direct Dial and Telecommunication Network Access to STN 

NEWS WWW CAS World Wide Web Site (general information) 



Enter NEWS followed by the item number or name to see news on that 
specific topic. 
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All use of STN is subject to the provisions of the STN Customer 
agreement. Please note that this agreement limits use to scientific 
research. Use for software development or design or implementation 
of commercial gateways or other similar uses is prohibited and may- 
result in loss of user privileges and other penalties. 

************* STN Columbus *************** 



FILE 1 HOME 1 ENTERED AT 13:24:59 ON 02 MAR 2006 



=> file reg 

COST IN U.S. DOLLARS 



FULL ESTIMATED COST 



SINCE FILE TOTAL 
ENTRY SESSION 
0.21 0.21 



FILE 'REGISTRY' ENTERED AT 13:25:08 ON 02 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 American Chemical Society (ACS) 

Property values tagged with IC are from the ZIC/VINITI data file 
provided by InfoChem. 

STRUCTURE FILE UPDATES: 1 MAR 2006 HIGHEST RN 875609-25-9 

DICTIONARY FILE UPDATES: 1 MAR 2006 HIGHEST RN 875609-25-9 

New CAS Information Use Policies, enter HELP USAGETERMS for details. 

TSCA INFORMATION NOW CURRENT THROUGH January 6, 2006 

Please note that search-term pricing does apply when 
conducting SmartSELECT searches. 

********************************************************************* 

* ★ 

* The CA roles and document type information have been removed from * 

* the IDE default display format and the ED field has been added, * 

* effective March 20, 2005. A new display format, IDERL, is now * 

* available and contains the CA role and document type information. * 

* * 
********************************************************************* 



Structure search iteration limits have been increased. See HELP SLIMITS 
for details. 

REGISTRY includes numerically searchable data for experimental and 
predicted properties as well as tags indicating availability of 
experimental property data in the original document. For information 
on property searching in REGISTRY, refer to: 

http : //www. cas . org/ONLINE/UG/regprops . html 



= > 

Uploading C:\Program Files\Stnexp\Queries\10524978\Struc l.str 
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S N 5 8 



chain nodes : 

9 10 11 15 

ring nodes : 

12345678 

chain bonds : 

6-9 7-15 9-10 10-11 

ring bonds : 

1-2 1-5 2-3 3-4 3-6 4-5 4-8 6-7 7-8 
exact /norm bonds : 

1-2 1-5 2-3 3-4 3-6 4-5 4-8 6-7 7-8 7-15 10-11 
exact bonds : 
6-9 9-10 



Gl:Cb,Cy,Hy 
Match level .:. 

l:Atom 2:Atom 3:Atom 4:Atom 5:Atom 6:Atom 7:Atom 8:Atom 9:CLASS 10:CLASS 
11: CLASS 15: CLASS 



LI STRUCTURE UPLOADED 



= > d 

LI HAS NO ANSWERS 
LI STR 




Gl Cb,Cy,Hy 

Structure attributes must be viewed using STN Express query preparation. 
10524978 .trn 
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= > 11 

SAMPLE SEARCH INITIATED 13:25:20 FILE 'REGISTRY' 
SAMPLE SCREEN SEARCH COMPLETED - 51 TO ITERATE 

100.0% PROCESSED 51 ITERATIONS 

SEARCH TIME: 00.00.01 

FULL FILE PROJECTIONS : ONLINE **COMPLETE** 

BATCH * * COMPLETE * * 
PROJECTED ITERATIONS: 592 TO 1448 

PROJECTED ANSWERS: 3 TO 163 



3 ANSWERS 



L2 



3 SEA SSS SAM LI 



=> 11 full 

FULL SEARCH INITIATED 13:25:24 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 885 TO ITERATE 

100.0% PROCESSED 885 ITERATIONS 

SEARCH TIME: 00.00.01 



83 ANSWERS 



L3 



83 SEA SSS FUL LI 



=> file medline caplus 
COST IN U.S. DOLLARS 

FULL ESTIMATED COST 

FILE 'MEDLINE' ENTERED AT 13:25:28 ON 02 MAR 2006 



SINCE FILE 
ENTRY 
166.94 



TOTAL 
SESSION 
167.15 



FILE 'CAPLUS' ENTERED AT 13:25:28 ON 02 MAR 2006 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2006 AMERICAN CHEMICAL SOCIETY (ACS) 



= > 13 
L4 



4 L3 

=> d ibib abs hitstr 1-4 



L4 



ANSWER 1 OF 4 CAPLUS COPYRIGHT 2 006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

WO 2005080402 



2005:962266 CAPLUS 
143 :266908 

Preparation of substituted thieno [2 , 3 -b] pyrroles as 
antagonists of GnRH 

Arnould, Jean-Claude; Harris, Craig Steven; Jones, 
Paul 

Astrazeneca AB, Swed.; Astrazeneca UK Limited 

PCT Int. Appl., 98 pp. 

CODEN: PIXXD2 

Patent 

English 

1 



KIND 
Al 



DATE 
20050901 



APPLICATION NO. 
WO 2005-GB568 



DATE 
20050217 
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PRIORITY APPLN. INFO. : EP 2004-290466 A 20040220 

OTHER SOURCE (S): MARPAT 143:266908 

GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [Rl = H, alkyl, aryl, etc.; R2 = H, alkyl, etc.; R3 = 
alkyl, alkylamino, etc.; R4 = H, alkyl, halo; R5 = alkylcarboxamido, 
carboxamido, acyl, etc.] are prepared For instance, II is prepared in 3 steps 
from III, 3 -benzhydrylazetidin-3-carboxylic acid and 2 -f ormylthiophene . 
Compds. of the invention have GnRH activity at a concentration of 1 nM to 5 
I^M. I are useful for treating a sex hormone related condition. 

IT 863599-44-4P 863599-45-5P 863599-46-6P 
863599-47-7P 863599-48-8P 863599-49-9P 
863599-50-2P 863599-51-3P 863599-52-4P 
863599-53-5P 863599-54-6P 863599-55-7P 
863599-56-8P 863599-57-9P 

RL: PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of substituted thieno [2 , 3 -b] pyrroles as antagonists of GnRH) 
RN 863599-44-4 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1- 
dimethyl -2 -oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] -1- (2- thienylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 
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RN 863599-45-5 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2 . 2 . 1] hept-7-yl) -1, 
dimethyl -2 -oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol-4 - 
yl] propyl] -1- (phenylme thy 1) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 863599-46-6 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 
dimethyl -2 -oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
y 1 ] propyl ] - 1 - ( 3 -pyridiny lmethyl ) - ( 9CI ) (CA INDEX NAME ) 



Absolute stereochemistry. 




RN 863599-47-7 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 
dimethyl -2 -oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4- 
yl]propyl] -1- (1 , 3 -benzodioxol -5 -ylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 863599-48-8 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2 - [2 - [2 - (7 -azabicyclo [2.2.1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3 , 5 -dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl]propyl] -1- [ (3 -hydroxyphenyl) methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 863599-49-9 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2. 1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3, 5 -dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] -1- (lH-pyrrol- 2 -ylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




H 



RN 863599-50-2 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2 . 2 . 1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
yl] propyl] -1- [ (3 -nit rophenyl) methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




N0 2 



RN 863599-51-3 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2 . 2 . 1] hept-7-yl ) -1,1- 
dimethyl-2-oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] -1- [ (4- fluorophenyl) methyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 863599-52-4 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2. l]hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3, 5 -dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4 - 
yl] propyl] -1- [ (3 -chlorophenyl) methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 863599-53-5 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1, 1- 
dimethyl-2-oxoethyl] -5- (3 , 5 -dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4 - 
yl] propyl] -1- (3- thienylmethyl) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Me 




RN 863599-54-6 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4 - 
yl] propyl] -1- [ (3 -cyanophenyl) methyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




^^"^^^^^CN 
RN 863599-55-7 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1- 
dimethyl-2-oxoethyl] -5 - (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4 - 
yl] propyl] -1- (3 -furanylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 863599-56-8 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2 - [2 - [2 - (7-azabicyclo [2.2.1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] -1- (eye lohexyl methyl) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 863599-57-9 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2 . 2 . 1] hept-7-yl) -1,1- 
dimethyl-2 -oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4 - 
yl] propyl] -1- (2- thiazolylmethyl) - (9CI) (CA INDEX NAME) 



Absolute stereochemistry . 
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Me 




IT 667940-67-2 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(preparation of substituted thieno [2 , 3 -b] pyrroles as antagonists of GnRH) 
RN 667940-67-2 CAPLUS 

CN 7-Azabicyclo [2.2. l]heptane, 7- [2- [4- [ (IS) -2-amino-l-methylethyl] -5- (3,5- 
dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol-2-yl] -2 -methyl- 1-oxopropyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry . 



Me 




IT 863599-75-1P 863599-76-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of substituted thieno [2 , 3 -b] pyrroles as antagonists of GnRH) 
RN 863599-75-1 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1, 1- 
dimethyl-2-oxoethyl] -5- (3 , 5-dimethylphenyl ) -6H- thieno [2 , 3-b] pyrrol -4- 
yl] propyl] -1- (diphenylmethyl) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 863599-76-2 CAPLUS 

CN 3-Azetidinecarboxamide, N- [ (2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1,1- 
dimethyl-2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
yl]propyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




1 NH 

REFERENCE COUNT: 3 THERE ARE 3 CITED REFERENCES AVAILABLE FOR THIS 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L4 



ANSWER 2 OF 4 CAPLUS COPYRIGHT 2 006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 



INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 



2005:962048 CAPLUS 
143 :266813 

Preparation of pyrroles as gonadotropin releasing 
hormone (gnrh) antagonists for treating sex-hormone 
related conditions 
Harris, Craig Steven 

Astrazeneca AB, Swed. ; Astrazeneca UK Limited 

PCT Int. Appl. , 108 pp. 

CODEN: PIXXD2 

Patent 

English 

1 
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PATENT INFORMATION: 



PATENT 


NO. 






KIND 


DATE 






APPLICATION 


NO. 




DATE 




WO 2005079805 
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PRIORITY APPLN. 


INFO 














EP 2004- 


290467 




A 20040220 



OTHER SOURCE(S): MARPAT 143:266813 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention is related to the use of pyrroles of formula (I) [Rl = H, 
(un) substituted aryl/alkyl, aryl; R2 = (un) substituted mono- or bicyclic 
ring; R3 = (un) substituted heterocyclylaminoalkyl , heterocyclylalkyl , 
heterocyclylcarbonylaminoalkyl, etc.; R4 = H, alkyl, halo; R5 = CONH2 and 
derivs., CHO and derivs., (un) substituted heterocyclyl , etc.; M = CH2CH2, 
CH:CH; and their salts, solvates, or prodrugs] in the manufacture of a 
medicament for antagonizing gonadotropin releasing hormone activity, for 
reducing the secretion of LH by the pituitary gland of a patient, and for 
treating and/or preventing a sex hormone related condition. The invention 
is also related to the preparation of pyrroles I. For example, cleavage of 
thienopyrrole II in EtOH with Raney-Ni under H2 gave pyrrole III in 52% 
yield. II was prepared via cyclocondensation of IV»HC1 (preparation given) 
with 1- (3, 5-dimethylphenyl) -4 -hydroxy -1 -but anone . In in vitro test 
assays, I have activity at a concentration from 1 nM to 5 uM. 

IT 667940-38-7P 667940-57-0P 667940-58-1P 
667940-66-1P 667940-67-2P 863561-74-4P 
863561-75-5P 863561-76-6P 863561-77-7P 
863561-78-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of pyrroles as gonadotropin releasing hormone 
(gnrh) antagonists for treating sex-hormone related conditions) 
RN 667940-38-7 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1 , 1-dimethyl - 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2, 3-b] pyrrol-4- 
yl] propyl] amino] [3- (4 -pyridinyl) - 1-pyrrolidinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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Me 




RN 667940-57-0 CAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [ (2S) -2- [2- [2- ( 7-azabicyclo [2 . 2 . 1] hept-7-yl) - 
1, l-dimethyl-2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2, 3-b] pyrrol-4- 
yllpropyl] -3- (4 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-58-1 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) - 
1, 1 -dimethyl- 2 -oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] -4- (4 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 667940-66-1 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7 -azabicyclo [2 . 2 . 1] hept-7-yl) -1, 1 -dimethyl - 
2-oxoethyl] -5- (3 , 5 - dime thy lphenyl) -6H-thieno [2 , 3 -b] pyrrol -4 - 
yl] propyl] amino] thioxomethyl] - , 1-methylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




OPr-i 



RN 667940-67-2 CAPLUS 

CN 7-Azabicyclo [2.2.1] heptane, 7- [2- [4- [ (IS) -2 -amino- 1-methylethyl] -5- (3,5- 
dimethylphenyl ) - 6H - thieno [ 2 , 3 -b] pyrrol - 2 -y 1 ] - 2 -methyl - 1 -oxopropyl ] - ( 9CI ) 
(CA INDEX NAME) 



Absolute stereochemistry. 
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Me 




RN 863561-74-4 CAPLUS 

CN 7-Azabicyclo [2.2. 1] heptane, 7- [2- [5- (3 , 5-dimethylphenyl ) -4- [ (IS) -1 -methyl - 
2- [ [1- (phenylmethyl) -3 -pyrrol idinyl] amino] ethyl] -6H-thieno [2, 3-b] pyrrol-2- 
yl] -2 -methyl -1-oxopropyl ] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




Me 



RN 863561-75-5 CAPLUS 

CN 7-Azabicyclo [2.2. 1] heptane, 7- [2- [5- (3 , 5 -dimethylphenyl ) -4- [ (IS) - 1 -methyl - 
2 - [ [2- [4- [ [ [ (1-methylethyl) amino] carbonyl] amino] phenyl] ethyl] amino] ethyl] - 
6H-thieno[2,3-b]pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 

PAGE 1-A 



Me 
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PAGE 1-B 



-NHPr-i 
RN 863561-76-6 CAPLUS 

CN 7-Azabicyclo [2. 2.1] heptane, 7- [2- [5- ( 3 , 5-dimethylphenyl) -4- [(IS) -2- [[(2,4- 
dinitrophenyl) sulfonyl] amino] - 1-methylethyl] -6H-thieno [2, 3 -b] pyrrol-2-yl] - 
2 -methyl - 1 -oxopropyl ] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 863561-77-7 CAPLUS 

CN 7-Azabicyclo [2.2. l]heptane, 7- [2- [4- [ (IS) -2- [ [2- (4 -aminophenyl) ethyl] [ (2,4- 
dinitrophenyl) sulfonyl] amino] -1-methylethyl] -5- (3 , 5-dimethylphenyl) -6H- 
thieno[2,3-b]pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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PAGE 2 -A 

I 

NH 2 



RN 863561-78-8 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ (2S) -2- [2- [2- ( 7-azabicyclo [2.2.1] hept-7-yl) - 
1, 1 -dimethyl- 2 -oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] -4 -phenyl- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Preparation of 6H-thieno [2 , 3 -b] pyrrole derivatives as 

antagonists of gonadotropin- releasing hormone (GnRh) 

for treating sex hormone related conditions 

Foote, Kevin Michael; Matusiak, Zbigniew; Dossetter, 
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R4 




I 

Rl I 




Me II 



AB Title compds . I [Rl = H, (un) sub s t i tut ed- alky 1 , -alkanoyl, -aryl, or 
-arylalkyl; R2 = (un) substituted mono or bicyclic aromatic ring; R3 = 
arylalkylaminoalkyl , arylheterocyclylalkyl , heterocyclylheterocyclylalkyl , 
etc.; R4 = H, (un) substituted-alkyl, -aryl, CN, halo, etc.; R5 = 
heterocyclylcarbonylalkyl, halo, H, etc.] and their pharmaceutical ly 
acceptable salts are prepared and disclosed as gonadotropin releasing 
hormone antagonists. Thus, e.g., II, was prepared in a multistep synthesis 
from Et thiophen-2-ylacetate. In test assays, I possessed activity at 
concns. from InM to 5 fiM. 

IT 666850-12-0P 666850-13-1P 666850-14-2P 
666850-15-3P 666850-16-4P 666850-17-5P 
666850-18-6P 666850-19-7P 666850-20-0P 
666850-21-1P 666850-22-2P 666850-23-3P 
666850-24-4P 666852-42-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of thienopyrroles as antagonists of 
gonadotropin releasing hormone) 
RN 666850-12-0 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dimethylphenyl) -4- [2- [ [2- (4- 

pyridinyl) ethyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol -2 -yl] -2 -methyl -1- 
oxopropyl]- (9CI) (CA INDEX NAME) 
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RN 666850-13-1 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dimethylphenyl ) -4- [2- [ [4- (4- 

pyridinyl) butyl] amino] ethyl] -6H-thieno [2 , 3 -b] pyrrol -2 -yl] -2-methyl-l- 
oxopropyl]- (9CI) (CA INDEX NAME) 




RN 666850-14-2 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dimethylphenyl ) -4- [ (IS) -l-methyl-2- [ [2- (4- 
pyridinyl) ethyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol -2 -yl] - 2 -methyl - 1- 
oxopropyl]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 666850-15-3 CAPLUS 

CN 7-Azabicyclo [2.2. l]heptane, 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [2- [ [4- (4- 
pyridinyl) butyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol- 2 -yl] -2 -methyl -1- 
oxopropyl]- (9CI) (CA INDEX NAME) 




RN 666850-16-4 CAPLUS 

CN 7-Azabicyclo[2.2.1]heptane, 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [2- [ [2- (4- 
pyridinyl) ethyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol-2-yl] -2-methyl-l- 
oxopropyl]- (9CI) (CA INDEX NAME) 
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RN 666850-17-5 CAPLUS 

CN 7-Azabicyclo [2.2. 1] heptane, 7- [2- [5- (3 , 5-dimethylphenyl) -4- [ (IS) -1-methyl- 
2- [ [2- (4-pyridinyl) ethyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol- 2 -yl] -2- 
methyl-l-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 666850-18-6 CAPLUS 

CN 7-Azabicyclo [2 . 2 .l]heptane, 7- [2- [4- [2- [ (3 -cyanopropyl ) amino] ethyl] -5- (3,5- 
dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) 
(CA INDEX NAME) 



Me 




CH 2 -CH 2 -NH- (CH 2 )3~CN 

RN 666850-19-7 CAPLUS 
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CN 7-Azabicyclo[2.2 .1] heptane, 7- [2- [5- (3 , 5-dimethylphenyl) -4- [2- [ [2- (4- 
methyl-5-thiazolyl) ethyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol- 2 -yl] -2- 
methyl-l-oxopropyl] - (9CI) (CA INDEX NAME) 




RN 666850-20-0 CAPLUS 

CN 2-Azabicyclo [2 . 2 . 2 ] octane , 2- [2- [5- (3 , 5-dimethylphenyl) -4 - [2 - [ [4 - (4 - 
pyridinyl) butyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol-2 -yl] -2-methyl-l- 
oxopropyl] - (9CI) (CA INDEX NAME) 




RN 666850-21-1 CAPLUS 

CN 2-Azabicyclo[2.2.2]octane, 2- [2- [5- (3 , 5-dimethylphenyl ) -4- [2- [ [2- (4- 
pyridinyl) ethyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol-2 -yl] -2-methyl-l- 
oxopropyl] - (9CI) (CA INDEX NAME) 
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RN 666850-22-2 CAPLUS 

CN 2-Azabicyclo[2.2.2]octane, 2- [2- [5- (3 , 5-dimethylphenyl) -4- [(IS) -l-methyl-2- 
[ [2- (4-pyridinyl) ethyl] amino] ethyl] -6H-thieno [2, 3-b] pyrrol -2 -yl] -2 -methyl - 
1-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 666850-23-3 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dimethylphenyl) -4- [2- [ [2- (4-methyl-5- 

thiazolyl) ethyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol -2 -yl] -2 -methyl -1- 
oxopropyl]- (9CI) (CA INDEX NAME) 
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RN 666850-24-4 CAPLUS 

CN 2-Azabicyclo[2 .2 .2] octane, 2- [2- [4- [ (IS) -2- [ [2- (lH-benzotriazol-5- 

yl) ethyl] amino] -1-methylethyl] -5- (3 , 5 -dimethylphenyl) -6H-thieno [2 , 3 - 
b] pyrrol -2 -yl] -2 -methyl - 1-oxopropyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 




RN 666852-42-2 CAPLUS 

CN 7-Azabicyclo [2. 2.1] heptane, 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [ [ [2- (4- 

pyridinyl ) ethyl ] amino] methyl ] - 6H- thieno [2 , 3 -b] pyrrol -2 -yl ] - 2 -methyl - 1 - 
oxopropyl] - (9CI) (CA INDEX NAME) 
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IT 666852-70-6P 666852-71-7P 666852-72-8P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediates; preparation of thienopyrroles as antagonists of gonadotropin 
releasing hormone) 
RN 666852-70-6 CAPLUS 

CN Pyrrolidine, 1- [2- [4- (2 -aminoethyl) -5- (3 , 5 -dimethylphenyl) -6H-thieno [2 , 3 - 
b] pyrrol -2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 



Me 




CH2-CH 2 -NH 2 



RN 666852-71-7 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dimethylphenyl) -4- [2- [ [(2,4- 

dinitrophenyl) sulfonyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol -2 -yl] -2 -methyl - 
1-oxopropyl]- (9CI) (CA INDEX NAME) 



Me 




RN 666852-72-8 CAPLUS 
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CN Pyrrolidine, 1- [2- [5- ( 3 , 5 -dimethylphenyl ) -4- [2- [ [ (2,4- 

dinitrophenyl) sulf onyl] [2- (4 -pyridinyl) ethyl] amino] ethyl] -6H-thieno [2,3- 
b] pyrrol -2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 
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Preparation of thieno-pyrrole compounds as antagonists 
of gonadotropin releasing hormone 
Arnould, Jean Claude 

AstraZeneca AB, Swed.; AstraZeneca UK Limited 

PCT Int. Appl . , 74 pp. 
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GI 



* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB Title compds. I [A = bond or (un) substituted alkylene; Rl = H, 
(un) substituted alkyl, cycloalkyl, or cycloalkylalkyl ; R2 = 
(un) substituted mono- or bicyclic aromatic ring structure; R4 = H; R5 = 
(un) substituted heterocyclic ring containing 1-4 heteroatoms selected from 0, 
N and S, hydroxyalkyl, alkylcarbonyl , etc.; R3 and R3a = independently H, 
(un) substituted alkyl or together represent a carbonyl; R7 = H or 
(un) substituted alkyl; R8 and X = when X represents CH, R8 represents N02 , 
when X represents N, R8 is selected from CN, OH, H, alkoxy, etc., or the 
combination XR8 equals CO] are prepared and disclosed as compds. useful as 
gonadotropin releasing hormone antagonists. Thus, e.g., II was prepared via 
condensation of 2- [2- (1, 1 -dimethyl -2 -oxo-2 -pyrrolidin-l-ylethyl) -5- (3,5- 
dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4-yl] ethylamine (preparation given) with 
diphenyl-N-cyanocarbonimidate and subsequent substitution with 
3- (pyridin-4-yl) pyrrolidine . I have activity at a concentration from InM to 
5uM. The invention also relates to pharmaceutical formulations of said 
compds., methods of treatment using said compds. and to processes for the 
preparation of said compds. 

IT 667940-25-2P 667940-63-8P 

RL: PAC (Pharmacological activity); RCT (Reactant) ; SPN (Synthetic 
preparation); THU (Therapeutic use) ; BIOL (Biological study); PREP 
(Preparation) ; RACT (Reactant or reagent) ; USES (Uses) 

(drug candidate; preparation of thieno-pyrrole derivs. with gonadotropin 
releasing hormone antagonist activity) 

RN 667940-25-2 CAPLUS 

CN Pyrrolidine, 1- [2 - [4 - [2 - [ [ (cyanoamino) [3 - (4-pyridinyl) -1- 

pyrrolidinyl] methylene] amino] ethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2,3- 
b] pyrrol- 2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 



Me 




RN 667940-63-8 CAPLUS 

CN 7-Azabicyclo[2 .2 .1] heptane, 7- [2- [5- (3 , 5-dimethylphenyl ) -4- [ (IS) -2- 
[ [ (hydroxyamino) [3- (4-pyridinyl) - 1 -pyrrol idinyl] methylene] amino] -1- 
methylethyl] -6H-thieno [2, 3 -b] pyrrol-2 -yl] -2 -methyl -1-oxopropyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of thieno-pyrrole derivs. with gonadotropin 
releasing hormone antagonist activity) 
RN 667940-27-4 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3, 5-dimethylphenyl) -4- [2- [ [imino [3- (4-pyridinyl) -1- 
pyrrolidinyl] methyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol-2 -yl] -2-methyl-l- 
oxopropyl]- (9CI) (CA INDEX NAME) 



Me 




RN 667940-29-6 CAPLUS 

CN 2-Azabicyclo [2.2 . 2] octane, 7-[2-[4-[2-[[ (cyanoamino) [3- (4-pyridinyl) -1- 

pyrrolidinyl] methylene] amino] ethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2,3- 
b] pyrrol-2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 
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RN 667940-31-0 CAPLUS 

CN 2-Azabicyclo [2 . 2 . 2] octane , 7- [2- [5- (3 , 5 -dimethyl phenyl) -4- [2- [ [imino [3- (4- 
pyridinyl) - 1 -pyrrol idinyl] methyl] amino] ethyl] -6H-thieno [2 , 3-b] pyrrol - 2 -yl] - 
2 -methyl - 1 -oxopropyl ] - (9CI) (CA INDEX NAME) 




RN 667940-33-2 CAPLUS 

CN 7-Azabicyclo [2.2.1] heptane, 7- [2- [4- [ (1R) -2- [ [ (cyanoamino) [3- (4-pyridinyl) - 
1 -pyrrol idinyl] methylene] amino] -1 -methylethyl] -5- (3 , 5-dimethylphenyl) -6H- 
thieno [2, 3 -b] pyrrol-2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 667940-35-4 CAPLUS 

CN 7-Azabicyclo [2.2. l]heptane, 7- [2- [4- [2- [ [ (cyanoamino) [3- (4 -pyridinyl) -1- 
pyrrolidinyl] methylene] amino] ethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2,3- 
b]pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 




RN 667940-37-6 CAPLUS 

CN 7-Azabicyclo[2.2.1]heptane / 7- [2- [5- (3 , 5 - dime thy lphenyl) -4- [2- [ [imino[3- (4- 
pyridinyl) - 1-pyrrolidinyl] methyl] amino] ethyl] -6H-thieno [2, 3 -b] pyrrol-2 -yl] - 
2 -methyl - 1 -oxopropyl ] - (9CI) (CA INDEX NAME) 
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RN 667940-38-7 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1-dimethyl- 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] amino] [3- (4 -pyridinyl) - 1 -pyrrol idinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-39-8 CAPLUS 

CN Carbamic acid, [ [ [2- [2- [2- (7 -azabicyclo [2 . 2 . 1] hept-7 -yl) -1, l-dimethyl-2- 
oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4 - 
yl] ethyl] amino] [3- (4 -pyridinyl) -1 -pyrrol idinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 
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RN 667940-40-1 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [1 , l-dimethyl-2 -oxo-2 - (1 -pyrrol idinyl ) ethyl] -5- 
(3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4 -yl] propyl] amino] [3- (4- 
pyridinyl) -1-pyrrolidinyl] methylene] - , 1-methylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-41-2 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [1, l-dimethyl-2 -oxo-2 - (1-pyrrolidinyl ) ethyl] -5- 
(3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 -yl] propyl] amino] [3- (4- 
pyridinyl) -1-pyrrolidinyl] methylene] -, methyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 667940-42-3 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (dimethyl ami no) -1, 1-dimethyl -2 -oxoethyl] -5- 
(3 , 5-dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol -4 -yl] propyl] amino] [3- (4- 
pyridinyl) - 1-pyrrolidinyl] methylene] - , 1-methylethyl ester (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 




RN 667940-43-4 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- ( 1-cyano- 1-methylethyl) -5- ( 3 , 5 -dimethylphenyl) - 
6H-thieno [2, 3 -b] pyrrol -4 -yl] propyl] amino] [3- (4 -pyridinyl ) -1- 
pyrrolidinyl ] methylene] 1-methylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 667940-44-5 CAPLUS 

CN 6H-Thieno [2 , 3-b] pyrrole-2 -acetic acid, 5- (3 , 5-dimethylphenyl) - 
a,ct-dimethyl-4- [ (IS) -l-methyl-2- [ [ [ [ ti- 
me thy let hoxy) carbonyl] amino] [3- (4 -pyridinyl ) -1- 

pyrrolidinyl] methylene] amino] ethyl] - , ethyl ester (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 




0 S 



NH 



RN 667940-45-6 CAPLUS 

CN Carbamic acid, [[[(2S)-2-[2- (2 -amino- 1, 1 -dimethyl- 2 -oxoethyl) -5- (3,5- 

dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol - 4 -yl] propyl] amino] [3- (4 -pyridinyl) 
1 -pyrrol idinyl] methylene] -, 1-methylethyl ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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RN 667940-46-7 CAPLUS 

CN Carbamic acid, [ [ [ <2S) -2- [2- [2- (7 -azabicyclo [2.2.1] hept-7-yl) -1 , l-dimethyl- 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] amino] [4- (4 -pyridinyl) -1-piperidinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-47-8 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1-dimethyl- 
2-oxoethyl] -5- (3 , 5 -dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] amino] [3- (2 -pyridinyl ) -1-pyrrolidinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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OPr-i 



Me 

HN 0 




RN 66794 0-48-9 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2 - [2 - [2 - (7-azabicyclo [2.2.1] hept-7-yl) -1, 1 -dimethyl - 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4 - 
yl] propyl] amino] [4- (2-pyridinyl) - 1-piperazinyl] methylene] -, 1-methylethyl 
ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-49-0 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) - 1 , 1-dimethyl - 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4 - 
yl] propyl] amino] [4- (4 -pyridinyl) -1-piperazinyl] methylene] 1-methylethyl 
ester (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Me 




RN 667940-50-3 CAPLUS 

CN Carbamic acid, [[[(2S)-2-[2-[2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1 -dimethyl - 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
yl] propyl] amino] [4- ( tetrahydro-2H-pyran-4 -yl) -1-piperidinyl] methylene] -, 
1-methylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-51-4 CAPLUS 

CN Carbamic acid, [ [ [(2S) -2- [2- [2- (7-azabicyclo [2 . 2 . 1] hept-7-yl) - 1 , 1 -dimethyl - 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] amino] [4- [2- [ (1-methylethyl) amino] -2-oxoethyl] -1- 
piperazinyl] methylene] -, 1-methylethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




PAGE 1-B 



RN 667940-52-5 CAPLUS 

CN 1- Pyrrol idinecarboxamide, N- [ (2S) -2- [2- [1, 1 -dimethyl- 2 -oxo- 2- (1- 

pyrrolidinyl) ethyl] -5- (3, 5 -dime thy lphenyl) -6H-thieno [2 , 3 -b] pyrrol-4 - 
yl] propyl] -3- (4 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




EN 667940-53-6 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5-dimethylphenyl) -4- [ (IS) -l-methyl-2 - [ [ [ [2- (4- 

pyridinyl) ethyl] amino] carbonyl] amino] ethyl] -6H-thieno [2 , 3 -b] pyrrol-2-yl] -2 - 
methyl - 1 -oxopropyl ] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 



Me 




RN 667940-54-7 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5 -dime thy lphenyl) -4- [ (IS) -l-methyl-2- [ [ [ [2- (1- 
methyl-lH-pyrrol-2-yl) ethyl] amino] carbonyl] amino] ethyl] -6H-thieno [2,3- 
b]pyrrol-2-yl] -2 -methyl -1 -oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry . 
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RN 667940-55-8 CAPLUS 

CN Pyrrolidine, 1- [2- [5- (3 , 5-dimethylphenyl) -4- [ (IS) -l-methyl-2 - [ [ [ [3- (4- 
methyl-l-piperazinyl) propyl] amino] carbonyl] amino] ethyl] -6H-thieno [2,3- 
b] pyrrol - 2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-56-9 
CN Pyrrolidine, 
methylethyl] 
1-oxopropyl] 



CAPLUS 

1- [2- [4- [ (IS) -2- [ [ [ (2-cyanoethyl) amino] carbonyl] amino] -1- 
-5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol -2 -yl] -2 -methyl - 
• (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Me 




RN 667940-57-0 CAPLUS 

CN 1-Pyrrolidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) - 
1, l-dimethyl-2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
yl]propyl] -3- (4 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-58-1 CAPLUS 

CN 1-Piperidinecarboxamide, N- [ (2S) -2- [2- [2- (7-azabicyclo [2 . 2 . 1] hept-7-yl) - 
1, l-dimethyl-2-oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] -4- (4 -pyridinyl ) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 667940-59-2 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2 - (7 -azabicyclo [2 . 2 . 1] hept-7-yl) -1 , 1 -dimethyl - 
2-oxoethyl] -5- (3 # 5 -dime thy lphenyl ) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] propyl] amino] [3 - (4 -pyridinyl) - 1-pyrrolidinyl] methylene] -, ethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-60-5 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1-dimethyl- 
2-oxoethyl] -5- (3, 5-dimethylphenyl) -6H-thieno [2, 3 -b] pyrrol-4- 
yl] propyl] amino] [4- (4-morpholinylcarbonyl) -1-piperazinyl] methylene] -, 
ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




O 



RN 667940-61-6 CAPLUS 

CN 7-Azabicyclo [2.2 . 1] heptane, 7- [2- [4- [ (IS) -2- [ [ [ (aminocarbonyl) amino] [3- (4- 
pyridinyl) -1-pyrrolidinyl] methylene] amino] -1-methylethyl] -5- (3,5- 
dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-62-7 CAPLUS 

CN Acetamide, N-[[[(2S)-2-[2-[2- (7 -azabicyclo [2.2.1] hept-7-yl) - 1 , 1 -dimethyl -2 - 
oxoethyl] -5- (3, 5 -dimethylphenyl ) -6H-thieno [2, 3 -b] pyrrol -4 - 
yl] propyl] amino] [3- (4 -pyridinyl ) -1-pyrrolidinyl] methylene] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry . 
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Me 




RN 667940-64-9 CAPLUS 

CN 7-Azabicyclo[2.2 .ljheptane, 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [(IS) -2- 
[ [ (methoxyamino) [3- (4 -pyridinyl) -1 -pyrrolidinyl] methylene] amino] -1- 
methylethyl] -6H- thieno [2 , 3 -b] pyrrol-2 -yl] -2 -methyl -1-oxopropyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-75-2 CAPLUS 

CN 7-Azabicyclo [2 . 2 . 1] heptane , 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [ (IS) -2- 
( [ (hydroxyamino) [3- (4 -pyridinyl ) - 1 -pyrrolidinyl] methylene] amino] -1- 
methylethyl] -6H- thieno [2 , 3-b] pyrrol - 2 -yl] -2 -methyl- 1-oxopropyl] - , 
monohydrochloride (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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• HC1 



IT 666852-70-6P 667940-65-0P 667940-66-1P 
667940-67-2P 667940-68-3P 667940-69-4P 
667940-70-7P 667940-72-9P 667940-73-OP 
667940-74-1P 

• RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of thieno -pyrrole derivs. with gonadotropin 
releasing hormone antagonist activity) 
RN 666852-70-6 CAPLUS 

CN Pyrrolidine, 1- [2- [4- (2 -aminoethyl ) -5- (3 , 5-dimethylphenyl) -6H-thieno [2,3- 
b] pyrrol -2 -yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 



Me 




Me 

CH 2 -CH 2 -NH2 



RN 667940-65-0 CAPLUS 

CN Carbamimidic acid, N-cyano-N ■ - [2 - [2 - [1 , l-dimethyl-2-oxo-2 - (1- 

pyrrolidinyl) ethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol -4- 
yl] ethyl]-, phenyl ester (9CI) (CA INDEX NAME) 



Me 




CH 2 ~ CH 2 - N= C- NH- CN 

RN 667940-66-1 CAPLUS 
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CN Carbamic acid, [ [ [(2S) -2- [2- [2- (7 -azabicyclo [2 . 2 . 1] hept-7-yl) -1, 1 -dimethyl - 
2-oxoethyl] -5- (3 y 5 -dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol-4 - 
yl] propyl] amino] thioxomethyl] - , 1- methyl ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




H 



RN 667940-67-2 CAPLUS 

CN 7-Azabicyclo [2. 2.1] heptane, 7- [2- [4- [ (IS) -2 -amino- 1-methylethyl] -5- (3,5- 
dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol-2 -yl] -2 -methyl - 1 -oxopropyl] - (9CI) 
(CA INDEX NAME) 

Absolute stereochemistry. 




RN 667940-68-3 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7-azabicyclo [2.2.1] hept-7-yl) -1, 1-dimethyl- 
2-oxoethyl] -5- (3 , 5 -dimethylphenyl) -6H-thieno [2 , 3-b] pyrrol-4- 
yl] propyl] amino] thioxomethyl] - , ethyl ester (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




RN 667940-69-4 CAPLUS 

CN Carbamic acid, [ [ [ (2S) -2- [2- [2- (7 -azabicyclo [2 . 2 . 1] hept-7-yl) -1, 1-dimethyl- 
2-oxoethyl] -5- (3 , 5-dimethylphenyl) -6H-thieno [2 , 3 -b] pyrrol -4 - 
yl] propyl] amino] -1-piperazinylmethylene] - , ethyl ester (9CI) (CA INDEX 
NAME) 

Absolute stereochemistry. 



Me 




RN 667940-70-7 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4-[[[(2S)-2-[2-[2- (7 -azabicyclo [2 . 2 . 1] hept-7- 
yl) -1, l-dimethyl-2-oxoethyl] -5- (3, 5-dimethylphenyl ) -6H-thieno [2, 3-b]pyrrol- 
4 -yl] propyl] amino] [ (ethoxycarbonyl) imino] methyl] - , 1, 1-dimethylethyl ester 
(9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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Me 




O 



RN 667940-72-9 CAPLUS 

CN 7-Azabicyclo [2.2. 1] heptane, 7- [2- [5- (3 , 5 - dime thy lphenyl) -4- [ (IS) -2- 

[ [ (hydroxyamino) thioxomethyl] amino] -1-methylethyl] -6H-thieno [2 , 3 -b] pyrrol - 
2-yl] -2-methyl-l-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Me 




RN 667940-73-0 CAPLUS 

CN 7-Azabicyclo [2. 2.1] heptane, 7- [2- [5- (3 , 5 -dimethylphenyl ) -4- [(IS) -1-methyl- 
2- [ [thioxo [ (triphenylmethoxy) amino] methyl] amino] ethyl] -6H-thieno [2,3- 
b] pyrrol -2 -yl] -2-methyl-l-oxopropyl] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 667940-74-1 CAPLUS 

CN 7-Azabicyclo [2.2.1] heptane, 7- [2- [5- (3 , 5 -dimethylphenyl) -4- [ (IS) -1 -methyl - 
2- [ [ [3- (4-pyridinyl) -1 -pyrrol idinyl] [ (triphenylmethoxy) amino] methylene] ami 
no] ethyl] -6H-thieno [2 , 3 -b] pyrrol -2 -yl] -2 -methyl - 1-oxopropyl] - (9CI) (CA 
INDEX NAME) 

Absolute stereochemistry. 




IT 



RN 
CN 



667940-76-3 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(starting material; preparation of thieno-pyrrole derivs . with gonadotropin 

releasing hormone antagonist activity) 
667940-76-3 CAPLUS 

Pyrrolidine, 1- [2- [4- [ (IS) -2 -amino-1 -methylethyl] -5- (3 , 5 -dimethylphenyl ) - 
6H-thieno[2,3-b]pyrrol-2-yl] -2 -methyl -1-oxopropyl] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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Me 
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